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S, imino, carbonylimino, SO, S02, (substituted) alkylene, etc.; X = 
bond, heteroaryl, (substituted) alkylene, heteroalkylene; W = 
(substituted) aryl, heteroaryl, mono-, polycyclic group; U, G = 
bond, (CH2)m, (CH2 ) mO (CH2) n, ( CH2 ) mCO ( CH2 ) n , (CH2 ) mS (CH2 ) n, etc.; m, 
n = 0-6; V = bond, (substituted) alkylene, aryl, heteroaryl, cyclic 
group; M = H, alkyl, (substituted) alkylaminocarbonyl, aryl, 
heteroaryl, cyclic group; with provisos], were prepared Thus, 
3- [2- (2, 4-dichlorophenyl) ethoxy] -4-methoxybenzoic acid, N-NEM, 
1- (pyridin-4-ylmethyl) piperazine, and TOTU were stirred in DMF to 
give [3- [2- (2, 4-dichlorophenyl) ethoxy] -4-methoxyphenyl] (4-pyridin-4- 
ylmethylpiperazin-l-yl)methanone. The latter inhibited factor Xa 
with Ki = 0.600 uM. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention relates to compounds comprising the 

following formula: 

R. sup. 0 — Q — X — Q ' — w — U — V — G — M ( I ) 

These compounds are useful as pharmacologically active compounds. 
They exhibit an antithrombotic effect and are suitable, for 
example, for the therapy and prophylaxis of cardiovascular 
disorders such as thromboembolic diseases or restenoses. These 
compounds are reversible inhibitors of the blood clotting enzymes 
factor Xa (FXa) and/or factor Vila (FVIIa), and can generally be 
used to treat, prevent, or cure conditions in which an undesired 
activity of factor Xa and/or factor Vila is present, or where 
inhibition of factor Xa and/or factor Vila is intended. The 
invention further relates to processes for the preparation of 
these compounds, methods of their use (e.g., as active ingredients 
in pharmaceuticals), and pharmaceutical preparations comprising 
them. 
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heteroaryl, cyclic group; with provisos], were prepared Thus, 
3- [2- (2, 4-dichlorophenyl) ethoxy] -4-methoxybenzoic acid, N-NEM, 
1- (pyridin-4-ylmethyl) piperazine, and TOTU were stirred in DMF to 
give [3- [2- (2, 4-dichlorophenyl) ethoxy] -4-methoxyphenyl] ( 4-pyridin-4- 
ylmethylpiperazin-l-yl)methanone. The latter inhibited factor Xa 
with Ki = 0.600 mM. 
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7P 



438583-13-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of heterocyclyl benzamides as inhibitors of factor Xa and 
factor Vila) 

IT 68-35-9 99-06-9, 3-Hydroxybenzoic acid, reactions 106-39-8, 

4-Bromochlorobenzene 108-86-1, Bromobenzene, reactions 120-92-3, 
Cyclopentanone 459-46-1, 1- (Bromomethyl) -4-f luorobenzene 
1008-91-9 1072-98-6 1514-87-0, Methyl chlorodif luoroacetate 
1538-75-6, Pivalic anhydride 1822-51-1 1916-08-1 2549-93-1, 
1, 4-Cyclohexanedimethanamine 2675-89-0, 2-Chloro-N,N- 
dimethylacetamide 2706-56-1, 2-Pyridin-2-ylethylamine 2766-74-7 
352 9-08-6, 3-Piperidin-l-ylpropylamine 3678-63-5, 

4- Chloro-2-picoline 3943-89-3, Ethyl 3, 4-dihydroxybenzoate 
10394-38-4 13258-63-4, 4-Pyridineethanamine 13472-85-0, 

5- Bromo-2-methoxypyridine 14348-38-0, 4-Bromo-3-hydroxybenzoic 
acid 16498-81-0, 2-Methoxynicotinic acid 17201-43-3, 

4- (Bromomethyl )benzonit rile 19438-10-9, 3-Hydroxybenzoic acid 
methyl ester 19524-06-2, 4-Bromopyridine hydrochloride 
27578-60-5, 2-Piperidin-l-ylethylamine 31462-56-3 39178-35-3 
39890-45-4 55579-01-6 57260-71-6 62089-74-1 81156-68-5, 
2-(2,4-Dichlorophenyl)ethanol 91323-34-1 144222-22-0, tert-Butyl 
4-aminomethylpiperidine-l-carboxylate 149898-87-3 153863-92-4, 
Furo [ 3, 2-c] pyridine-2-methanamine 156972-83-7 166954-15-0 
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323594-39-4 335439-70-8 335439-76-4 435321-22-5 438571-19-8 
438571-20-1 438571-21-2 438571-22-3 438571-23-4 438571-24-5 
438571-25-6 438571-26-7 438571-27-8 438583-12-1 
RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of heterocyclyl benzamides as inhibitors of factor Xa and 

factor Vila) 

IT 58123-77-6P, 3-Hydroxy-4-iodobenzoic acid 83011-43-2P, Methyl 
3-hydroxy-4, 5-dimethoxybenzoate 106291-80-9P 157942-12-6P 
382150-30-3P 435321-16-7P 438571-01-8P 438571-02-9P 
438571-03-0P 438571-04-1P 438571-05-2P 438571-06-3P 
438571-07-4P 438571-08-5P 438571-09-6P 438571-10-9P 
438571-11-0P 438571-12-1P 438571-13-2P 438571-14-3P 
438571-15-4P 438571-16-5P 438571-17-6P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); 
RACT (Reactant or reagent) 

(preparation of heterocyclyl benzamides as inhibitors of factor Xa and 

factor Vila) 

REFERENCE COUNT: 18 THERE ARE 18 CITED REFERENCES AVAILABLE 

FOR THIS RECORD. ALL CITATIONS AVAILABLE 
IN THE RE FORMAT 

FILE 1 MARPATPREV ' ENTERED AT 11:34:00 ON 19 MAY 2004 
L9 STR 
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VAR G1=C/N 

NODE ATTRIBUTES: 

DEFAULT MLEVEL IS ATOM 

DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 32 

STEREO ATTRIBUTES: NONE 

ATTRIBUTES SPECIFIED AT SEARCH- TIME : 
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EC LEVEL IS LIM ON ALL NODES 
ALL RING(S) ARE ISOLATED 



L12 



0 SEA FI LE=MARPAT P REV SSS FUL L9 (MODIFIED ATTRIBUTES) 

0 ANSWERS 



100.0% PROCESSED 7 ITERATIONS 

SEARCH TIME: 00.00.01 



L3 



(FILE 1 CAS REACT 1 ENTERED AT 11:34:27 ON 19 MAY 2004) 
STR 
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31 



VAR G1=C/N 

NODE ATTRIBUTES: 

DEFAULT MLEVEL IS ATOM 

DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 32 
STEREO ATTRIBUTES: NONE 

L14 0 SEA FI LE=CAS REACT SSS FUL L3 ( 0 REACTIONS) 



100.0% DONE 0 VERIFIED 

SEARCH* TIME: 00.00.01 



0 HIT RXNS 



0 DOCS 



(FILE 'DJSMDS, CHEMINFORMRX 1 ENTERED AT 11:35:21 ON 19 MAY 2004) 
L3 STR 
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VAR G1=C/N 

NODE ATTRIBUTES: 

DEFAULT ML EVE L IS ATOM 

DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC I 

NUMBER OF NODES IS 32 

STEREO ATTRIBUTES: NONE 
L15 0 SEA L3 

FILE • HOME 1 ENTERED AT 11:35:45 ON 19 MAY 2004 
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